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[»3&3U 0] (i) ^ 



Ut2] 



R z -N: 




(CH), 



Ri-Z 1 

(iii)^ 
[ft 4] 



46 fc, 5£ 
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[ft 3] 





ffiSE#¥ 1 1-3079377 



10 — 295213 




(i v) 
lit SI 



it^m^r^it^(D^ii^R^^^z.t^^mt-t^m^imm<Dit^m<Dm 

[0 0 0 1 ] 
[0 0 0 2] 
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£ UTH^StlTV^S (Nature vol. 309, p. 163-165 (1984) ; J. Med. Chem. 
, vol. 35, p. 3081-3084 (1992) . L^L&tf HS»#©*BS»JC, /S 
3 7 KW-U ^S^ffrfc-B^SEStf^^"* 3 i:*«#&S*lTfey (New Engl 
J. Med., vol. 333, p. 343-347 (1995) ; Lancet, vol. 346, p. 1433-1434 
(1995) ; Biochem. Biophys. Res. Commun. , vol. 215, p. 555-560 (1995) 

hU -(J. Med. Chem.), 38 , 2802-2808 (1995) K.lZiSMj&&&Mi&&— *<>X4 
v /i/a8SS##&36 3 *it & <k JBSt £"f# b T 33 i -5 

[0 0 0 3] 

#i¥6 - 5 0 0 7 9 j£ 



[ft 6] 




[55*, R^^tfR^iSftftbTTMR, (C^Cg) T)in*i/. 
COR 5 , -CO OR 5 , -CONHR 5 , -NR 5 R 6 , -NR 5 COR 6 , -OCONR 

5 r 6 , -nhcoorI (Cj-Cg) tjv*)i (zftteaEi-sflawasjr?- 

JCfcyflMfcSJlS) ;SOpCH 2 -7i-^L<ttSOp (C 1 -C 6 ) 7/1/* 
^UlTfpttO, I%b<tt2t'fe5) ; try s;^/^f-A/*^rS/ : feL/<tt^-3: 
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- 3f -fr y U J: 2-3=- 7 1/ U 3f iJ- y U ;i/ J: t>*^ 7 1/ U te^lt 

^n, (Cj-Cg) t;i/^;k h'j7^o^f;K ( Ci _ Ce ) T;l/=3 ^^ 
T5£ 



[ft 7] 




A 



[ft 8] 



(CH 2 ) a 



B 



ttltl<!i2T*fe'J, R 3 fi^=foL< (Cj-Cg) r;b^;i/T*fe*j. Q{£ 
NH, CHCHg, (CH 3 ) 2 C, - C H = C H - L < (CH 2 

) j-efey, rz:T'Hii~3 0i|[T^tj;X{j:ii, -ch = ch- 

, -CH = N-, — N H= CH-, -N=N-fcb< ttNR 4 Tf»»J, ZIZIT'R 4 

tt*5Rfcb<tt (Cj-c^) 7/i/*;i/T?a&y ; y&- (ch 2 ) m -, -ch=c 

H (CH 2 ) -NR 4 (CH 2 ) m -*L<lt-0 (CH 2 ) C*»J, 33 
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4)-i±aj[7^n, ?p;k -fu^ -f*h\ (Cj-c^) t;i/=3p;k hV7^ 
>*-o*^;k (c^-c^) r;i/3^rS/, s/?;, -hnfiiDttFn^^&a 

fibTS«S*i6 lM : bb<tt2f@(Z)g^*lc4:yg^-rsri:^T^, 

N R 5 R 6 li-MlC ^oT4~8 MM*1&1& V. wZl 7?*© 1 MOfiWiS***?*) 

^©iK^tt**. njRfcbOisare**;* £fcteNR 5 coR 6 te-Si&fc& 

tt7i^, 7i-A/- (Cj-Cg) TJls*)V. i/>-r<)V%L<\*¥V PA* 
*JU-eibV. Z.Z.-?±W7 (C^-Cg) 7^*A/07x 

— (Cj-Cg) t;i/^t;k (c^-Cg) yju^t/. (c 1 -c 4 ) 
t;u=i^$/^;i/^-;v, (c 1 -c 4 ) y;i^;i/#;i/^-;i/> -oconr 5 r 6 , - 

NHCOOR 5 t)L<»An # b$fti£ *l5 1 ~ 3 «©ff&£lC «fc Ufi 

[ft 9] 
-(CH 2 ) b -jb 

osta&y, irubiii~4ofiii[t»'j, r 13 & <t if r 14 i£3fii£ lttK^> 

(Ci _C 4 ) A0fcit;7x-;i/A^I^$tl, E £ <k F l«3* b 

»J, CirT*R 4 kU:fia©S<*£^U fc£LE;i5J:tf Ftf^fcfcMre&fttf 
R 13 fc*tJfR 14 ©-*tt#«-B:"r ; R 7 fc<ktfR 8 ttM£UT7Kf5t, (C^-Cg) 

r;i/^;w (Cj-Cg) T^n^rS/*^-^ (c^-Cg) 7 ;i/ 

/i/fc^tf (c 1 -c 6 ) r/m^s/fr&JB^stu fc^b±sa (Ci-Cg) r;i/=3 

6 ffifE#¥ 11-3079377 
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lit 1 0 ] 




V*—m/'*7'% 1 r4*/±J\/' >TK 7. MJ -(J.Med. Chem.), 38, 
2802-2808 (1995) iCte, j£ 
[ft 1 13 




[0 0 04] 
[0 0 0 5] 

mm & z> tz. tb (D #®] 
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[jfcl2] 



<9H), 




(I) 



(i) insttsiii^^s) ^fcte^tf^sr^&T-s-j&u £©ffc<&4&#, fig 

[0 0 0 6] 



-Ttl^LT, Ofcv^l, 5©SE»&ja*U l<k + m<5t'$^ n&l&V%L 



(1) ^ 



[fb i 3 ] 




R 
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(2) k = m= 2 T-feSfalE (1) 

(3) k = 3 Tm= lT&5f&sB (1) BE«0<bl», 

(4) R*«*3RliC^-*e*)*l8fffi (1) iB«®ft^«K 

(5) n#2&V^4©S£»T?S>StMB (1) ffi*©-ffc#« 

(6) R^gMSfc^LT^Tfc^Cy.jgT^l^l/ST&SMiE (1) IB 

«<zMb£-^ 

(7) R 2 }^)^«^«l:^LTV^T ; foJ:V^C 7 _ 16 T^;l/=^r;l/ST^SBf^iB (1) IB 

(8) X#OT?»5i&SB (l) ffi*©<ft-&*>, 

(10) (i) 5£ 

Hb i 4 ] 



Y 1 «oz a , sz a (zif, z a &7KfftM^ ^ay>B?, 
tfcttoz b (lit, z b ii7K^M^^^«r fc^-To ) £j^u -t©*B 




(ii)5S 



Kb l 5 ] 
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ess*. z^iKii^^u R^it&iH (i) mmtmMm*B?o 3 T?*3*i 

Sft^ft*fcl«©£i:«:£JS3iir**\ 
(iii)S 
[ft 16] 



R 2 -Z x 

z^flttitaisr^b, r 2 «b&ih (i) ia«£i^;§^£arr 0 ] tasn 

(i v) 5* 
[ft 1 7] 



Ri-Z 1 

[^tfj, Z^iffiMtH&asU R^iiifffi (1) mMt mMM^-to 3 
Sft^i&*fett-?-©Jfei:t:SJSS"ft*w4:S:Wai:-rst9iE (1) f2*tf>ft-£% 

(11) tuSB (1) SB«©ft^fe&^LTfcSBUI^J*«^ 





1 0 



J£SE4#¥ 11-3079377 



10—295213 



(12) tuiB (i) mmo^m^m Lx^^mm^mm. 

(13) irimmm-zzb&mm (12) mm&Mm&fcmM. 

(14) nm^m^mmx-^^mm (12) mm^mm^mm. 

(15) <&kB<D¥ffi • ^ag-e&sf&gB (12) fa*©^^^ 

[0 0 0 7] 

Sj £LTfi> MZ.tt. (i) Aa>F>{fc£;txT^T& J:^{£ii&yA3f;i/^ (i 
i) Wfymj- (MA tf , 37;i/^-n, ^o;i/^) . (iii) ^hnS, (iv) 
TJm. (v) fc: Kn=3f (vi) /\n>5r >ft $*lT v^=b<fcv^M7;i/H3f 

i/M;. (vii) 7^;l, (viii) ^;-^7Wl/7$ ;s mx.\x. *=f~ 

) , (ix) i?-{&ffi.TJ\y3r)VT$. ;m (MAH S?*^;i/T^y, V^JVTS. 
y^cD^-c^gT^^r^r^ y*^) , (x) MA«1^©^M^^IC^ 

^^V> ^M'j;, ^^=E;i/7j>U y^) , (xi) {&ffi.T;i>*r)l-%A,78-jb7 

^TJvirft-tDiTtf-frTs . (xii) y ^ y ( 
xiii) -{S^r;i/^;i/r ^ / -^;nJ?-;i/7i-^rt/S *^;i/7^y 
#;i//tf-;i/;*-3f $/ % if;b7 5 7 % )V$—)\s**c S/^cd^e y - C 1 _ 6 T;i/3f;i/"7 
^ J -ij^-^it^-i/mm) . (xiv) ^-{£^y;i/3f;i/y i= ^ -Jjjvtf-jv 
sj-^t/* (Mx.tf. s^^i/T^ y #;i/*~-;b;r3r$/, ^x^i/r^ y ^jtf- 
^^^tf^-c^gT^^i/T^ / -*;i/5}?-;i/^-=api/«^) , W m& 
7;^;^;i/3j-N-;i/7^;s (i^H ^^;i/x;i/^-;i/T^ 7. x^;i/;*;i/3ft 

30 . (xvi) {g^T;i/tidr^-^;i/^^-;^ (MAtf. ;* h ap*/#;i/;K- ;k 

6 T;i/n^i/-^;i/^-;p^) , (xvii) ^;i,^^ri/;^ (xviii) <£M7;i/ 

1 1 ffi£E#¥ 11-3079377 
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)l / tf—)Vm<DC 1 _ 6 T)l*rJ\'-3])\sT$—)l^) > (xix) ijJl/A'E^ (xx 

;i/3f;i/-#;wt^-f;i/»^0 , (xxi) V-&WCT ;i^;i/-:*;w"?^>f jvm (M 
^wi^;!/*^) , (xxii) &&t tf-frm 
;i/dr;i/-^^-^;i/^— > (xxiii) ^#;w^-f (xxiv) 

^ -c ^ fiT^^^-ftj?;!/;^^ , (xxv) ^-jS^y;i/^;i/-^ 

A ^moV-C^T )V3rJ]s-?-*%}VA^>( , (xxvi) 7i-M [ 

M (xxvi) y^—jbmz, 3€(c, 05a. fct, igmr;i/^r;i/ (#lxJi, 

, tert-^h^r^^cDCj.gT^n^sy^) . (iAH ^;i/^n, ?n 

r fry K J m) , — hn, teMcr )i*;v-%;vtf-;v 

[0 0 0 8] 

&v\L3#tf>/M3/f> (#J;U£, ^;v^-n. ?o;i/^) &J&U*0*T% £v*<£IR 

1 2 ffiM#¥ 11-3079377 
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r;i/3f;i/S j*^;k x?-;i,, :7°Dtr;K >fy^ntr^/, sec- 

h u x^;b, 2-^n ; Exf;K 2, 2, 2-hVy;v 

*nif;K ^ntf;i/, 3, 3, 3 - h v yjvituzfu hf;i/. -ivzfukfjv^ ~f 

4, 4, 4-MJ7;i/^D^f;k >fV^;K sec-^^K tert-^ 

;k ^yo^K ^a-^o^/K 5, 5, 5 - hv yjVTtwo?- 

;k 6, 6, 6 - h u 7;l/^•^/^^^^;I/^^Mv^e>tl■5o 

[ G 0 0 9] 

1 ^v\b 3<@©7\n>if> (#f;Ui, ^;i/^-n, ?n;i/^) zmLT^xb i^iS 
m.Y)\sn3r*sm (WZ-iX. *b*ris. xh3f£/, zfutf**/^ -<V7ui&**/^ 
n-zfh^cis. -iVZfY^^, sec-^h^pi/, tert-zf b *r is %£<DC 

tsgm mtf&tfzn. mm^lth Mii^b^^ s^i^n* h=^> 

, h'J7;i/tn^h^ri/, Xh3f£/, 2, 2, 2- Mj7Mnxh^i/, n- 
^D^t/, >fV/D3K^i/, n-^h^J/, 4, 4, 4-hU7;i/tD7*h^ 
is. ^V7b*ris. sec-^ h 3f ^>^;i/>f 3f is. i/Jl>**r istgtffQ ^ h 

[001 0] 

mrjv^jvm (fflz.it. ;*^;k x^-;w ^nhf;K >fy7°nt;k zf^jv. se 
;m^>>S (#I*Ltf> *b*is. xh^pi/, :/a/K3f^ >f v >fn3K3f n- 

1 3 miE#¥ 11-3079377 
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[0011] 

(1) T;i/=^;i/* (Mitt x^;w ^ntr;w >f V7*nif;K ^/i/ 

, >fy^;K tert-:/^-/!/, sec-y^;K ^>^-;k ^\^^;i/^odc 1 _ 6 t;i/^t 

(2) r;u^-;i/S tf^;K 7>j;k >fy^n^;K ^"-r-— ;w -f 
y^n;K sec-^— ;i/^(Z)C 2 _ 6 r;i/>ir— . 

(3) y;i/3fx;i/* 7u/vi*f)v, x-^x;w :/^x;k i-a^*, 

(4) >>^D7^^S S/?n:/ntf;i/, i/^n^;i/. $/^o^> 

(5) ^mm^i&mmmmity^mm (3.2-.n ^h-2 

->f;K ifi/^n [3.3.1] 7>-2->f;i/, l -JA^vm 

*3R^C 8 _ 14 »fDKft**3£) . 

(6) 7';->H/i (MiH 7i-JK i-^-7^;k 2-t7f;i/, tf7i- 

(7) T^;i/=^;i/a (iitf, ^>^;k 7i-Mf;K 7i-;i/^n^K 

(8) 7'J-^-7^-^i (flitf^f'J^ i/yj-^fr. 4-7i-;v- 
2-^t=--;k 4-7i-;i/- 3 - 7*f-^^©7 - c 2 _ 12 7;i/>r-;i/f 
cdc 6 _ 14 tu -;i/-c 2 _ 12 r;i/^— , 

(9) 7 1 J-;b-C H2 7;^-;H ($IxJ£. 7 jdX;1/:e^x;K 3-7i- 

2 -^n ^— ;ia 3 i - -fu \^—)vm<Dy xx;i/- c 2 _ 12 r;i/ 

1 4 £HliE#¥ 11-3079377 
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^-;bf0C 6 . 14 7>J -;i/-c 2 _ 12 r;i/^-;i/a#) , 

n:7°D tf;i/x^;i/, ^/^ □ n^^bx^;!, 
, i/$ n^^r^/;i/x^-;K S/^ n/\^;i,x^;i, % ->^7 d^d tf;i/yn <y 

^-Cj.gT;!/^;!/*) , 

(11) 7U-/l/-7'J-^-C H0 7MM (M^lilf^aix^^^^tf^ 
ix;i/x^;i/#) o 

[0 0 12] 

7-16 T ^ ;b ^ ;b ^ Mv 'P>* l £ > '' $P>fC#£L<&, c 7 . 16 77;i/^fM (MA 
[0 0 13] 

j ^L/Tti, (i) An>f>l?- (MxJi, ^n;i/^0 , (ii) xb 

Di, (iii) 2/ 7V 3k (iv) tf^rV^, (v) (vi) /M3>F> 

fl:£;ftT^T : fe;<l:^{£M7;i/3f;i/S (^ill j^^k x^;k ynbf;i/. -fy 

>fV^;K tert-^/K sec-y^ 1 ;^ hU^l/Jfn*^ 
;k bu^nn^f;i/f) (vii) Any XfcStiT^T =fe> <fc v^^r^n^rS/ 

n-zf^;V**ri/. hV7Jl*U* h*r*s> b V? UU * h*ri/lg) . (vi i i) 

1 5 ffifE#¥ 11-3079377 
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^-yf. -JUVDV?-*, h V7J\s7tU*?Jl^*m , (ix) T^/g, (x) ^ 

;-fil7M^7$;l (mil ^/i/r^A x^;i/T^/, yntr^/T 
= smn^J -c H 7M^7$ , (xi) y-<gMT;i/^;i/T^ ;s 
(Mx.n ;v7 ^ ; f 0 ^ - 0^7;^ ;i/7 ^ ; Sf 

) , (xii) m^ummm^n imommm^&mzmmm*. mmm^^x^ 

fUHKT^/S tfdU^V. tf^U^V, bf^^^V, =EM'JA 

f^;i/*u;^) , (xiii) {S^^;i/-*M-;i/7$;i (^x.n r 

#—)iT$.;mm) , (xiv) ®t7;i/ :3 r;i/x;i/^-;i/7$>'l 

(xv) {&ffi7;in3ri/-l];is7$-jim (ffliU *h3pS/;#;i^ 
x;k a: h^f £/#;i/jJ?^;i/, ^OjK^^i/tfx^^c^gT^n^-^;!/ 
#x;i,^^) , (xvi) jtjji7$*z/jvm. (xvii) fii7^^;i/-AM-;H 

6 r;^^r;i/-^;i/jK-;i/S#) , (xviii) tuis^j jvm. (xix) ^;-{&m 

m<D^j -Cj.gT;!/^;!/-^;!/^^^;^^) . (xx) ^-{g^r;i/^;i/-* 
fl/A^j ;i/S («ah ^*^;i/#;w^-r ;k ^x^i/^w?^ ^cD^- 
Cj.gy;!'^;!/-;*?;!/^^ . (xxi) (#9*. 

, (xxii) ®i7;v3^i/-A;^-;i/-»7M;i/i 
(WjtH ;* */;fr;i/;tfx;i,;*^-;K ib^fi/iiiH-;Mf^ tert-^h 

tert-^h^f s>#;i//tfx;i, ^^^^©Cj.gT;!/^;!/-^;!/^* 

-^-C^gTVl/^l/S^O , (xxiii) % fyif^i/ fr-mSiY fr*)^ (HAtf 

1 6 fBSE^^P 11-3079377 
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^cD^;i/^^e/;b-c 1 _ 6 T;i/^;i/^) , (xxiv) m&mzmisT^T^ 

(xxv) c 6 . 14 7';-;i/i , (xx 

vi) c 7 _ 16 77;^;i/S (MxJ£, , (xxvii) gg|^£;£l / Tv^ 

T% J; vm? KH ^b>fR 3-;*^;i^W F, 3-x^;i/^l/ 

F. 3 F, 3 - (4 -y^u l/^ F, 3 -(2 

— x.—J\/)y w F. 3 -(4 h^t/^oi^;i/)^l/>r F. 3 -(2, 

4-i/'7Mn7i-^)')H F\ 3 - [3,5-^(b>; ^;i/^-n j*?-;!/):?*: 
-;i/]^i/-fF, 3 i/-r f. 3 -(i-^-^^;i/)^ ix>r f, 3 -(2 

-^73i-y^/)^l/>f K£«0 , (xxviii) gglg^bTV^^ J:V^;*-* 
W K3£ ^*tfl/>f F, 3-^f;i/f^->?WK, 3-n:^;i/^^-^ 

, 3 — (4 ^7xn^)f ^-17 Ix-Y F, 3 -(4 F3f S/7a:-;i/)^;$-^ 

W F. 3 -(2 ,4->^DD7 inn;i/)^>f ^ W F> 3 - s<> t? JV?-* V 
F, 3-(l-t7f^)ft«?KKif), (xxix) Sm*2:*bTV^T=fe;<k 

n^i^^^a n 1 ,n 1 -^^5 1 ;i/T^ y;, n^n 2 -^^^^^; 

l --?jL-JbT$ VJ. N 1 ,N 1 -i;(4--hn7x^,/l/)7$^;Sf) , (xxx) 

WMm*^Lx^x*j&^>fT—v jm yy-vj. 3-*^;i/**r 

-*JJ. 3,3-^f;i/^7-^V, 3 ,Z-V^*f-)\,7T-V J , (xx 

xi) «m»£^LT^T% J:v^$KT ^ 7 (Mill tfnU^V* 

;i/^-;K e^U £>V ^;i/7K-;i/. (4 ^jv^nj VJ (4-y 

(4-^^;i/tf^v^V)^;i//Kn;b, (4-:7;rr:;i/lf/^^V)#;i//K— 
;k [4-(4-^ hn^o:^;i/)if^9^v] (4 -'O^Vbtf^S/V 

)#;i/#-;K U JjjfriS— ;k f % (xxx 

ii) uWkmzmLT^Tbz^T $ ;?-si-*i)i7K-jvm t^j^** 

1 7 tfJIEiff^ 1 1-3079377 
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% (xxxiii) «MS£^bT^Ttjc^y ^ >>x;i/*x;i/ (Mx.fc£, T^JXJl 

*^;i>7^ ;k ^*^;i/7^ / . (xxxiv 

) gglSfc^LTv^^J: v*:7:lx;i/;*;i/7Jnx / (09*. tf. 7xn;i/x;i/ 

jift-jlTS. J , (2 , DD^3iZi;i/)^;i/^-;i/T$ (4-* 

4--bD7i-^)7x-;i/7.M-;i'75 ^If) , (xxxv) (xx 
xvi) ;i, (xxxvii) 7;i/7x;S, (xxxviii) C x _ 6 7 JV^rJV^;]/ 

ftS (#JiU£> *^;i/>wi/3}^ x^-;i/x;i,7ft % zfu\£jv^jnHS^) , (xxxix 
) c^y;!/^;^^;! (Mill ^fAw>f im^7>f; 
% yn tr;i/x;i/7^ , (xxxx) c 1 _ 6 7;i/^;i/^^7i;a 

>ifw;i/7i;. tr;i/x;b^ai , (xxxxi) 

(xxxxii) s/C 1 _ 6 7;i/:n^S/*;*;i>y;i/» (M*.^ ^*h3fsy 

/J^^/^U;!/, i;xh^i/*X*'J;K i/-fU^^ft^.ftV)Vm^) . (xxxxii 

x;i/*h3f£/, X h^ris. ten-? h 3f )b* h *c 

x h3f */#;i/>tfx;i/ (S/'*^;i/) :* h3f£/, tert-7 Hdre/^;i/3Kx;v (^*^- 
* h^r^^CDC 1 _ 6 T;Vr3^r^-*^^x;i/- C^gT^n^r^S^) > (xx 

xxiv) #;^*S/;v-<£m7;i/:3 3f S/» (#!xJ;£. *;i//K^ri/;i/^ h *J/v 
c r;i/n^pi/a^) . (xxxxv) 4&ffl.7fr3rK-r*%fr^-^ (M*.l£. 

D 

;i/^p;i/-^>r^;i/^x;i/^^) , (xxxxvi) $-7ti]J\/rf s e>( )]/& (xxxxvii) 

-c 1 _ 6 7;i/= 3 p;i'-^:*#;w-* ; E>f > (xxxxviii) ^-{s^r 

1 8 ffifiE#¥ 11-3079377 
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[0014] 

tufa mmmitm lt^t&£ ^mmmmi <d r&mmmi tutit m*.i* 

£L<ttlfcV^4<a) £-g-fr5&^Ll 4Mi (Jfi:g^i;£te2fcV^43it:i£ 

^^^;b^u>, trn-;b, if^y-;i/, i, 2, s-h'jri/-^, 

7tKn^v^;yx f h5n Kn-iH-i-^:/X7-tf tr>, ^ h^t: ko-ih- 
*^-9-efcT>, 'J X -5^ h^h: Kn^^-i/U >, 3f >> 3f-y- U ^h^fc: 

y>f > KnX>X7i?fc? >^<D#^^fS^e>7KfllM^-£ liiSbTT-tS 

1 9 ffi§E# ¥ 11-3079377 
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[0 0 15] 

t\u>fy (MAH y;i/^-D. , 00 - hn, (Hi) J . O 

v) 7t*V. (v) HFD^ri/, (vi) fcWLYfr*)^ (MAH ^^;K X^;K 

C 1 c T;i/=3r;i/^) (vii) ®i7;^^ri/ (Mx.ll * N3r£/, xb3f£/, n- 
1— b 

30 „ (viii) {S^T;i/^;i/^^- (MAH x^;i/^-;*\ ^ntf;i/ 

^^©Cj.gT;!/^^^^) . a*) r^y, (x) ^y-(SMT>i/^;i/T^ 

;i/^;vr^y^) . (xi) i?-ii7M;i/7 5; (MAH ^^^y^y. 

yxf;i/7^ y^OD^-C^gT^^^T ^ J*£) > (xii) il? i: 1 

^l:l^:^^b3ItLTV^Tt ) j:V^54^^l7IS^7^; (#9 AH tfnUS? 
^, If^U^V, tf^^^/V, ^l^U/, ^^-^E^^U * (xiii) <B$fc 

^ y (iill y-tr^i/y^y, ^#x;i,yi= 
^u;i/T^ ^^©c^gT;!/^^-^;!/^— ;i/T^ y^) > (xiv) <£3&y;i/3f 
;i,x;b7fcx;i,y * y (Mill ^jvxfrfr-KT $ 

jma*c 1 _ 6 T)i>*fr-3ifr78-;vT* ;m , (xv) i&mTJi'Zi 

^©Cj.gT^n^ri/-^;!/^-;^) . (xvi) io)v^i/jv. (xvii) 
T;i/dr;i/-^;i/#-;i/ (flitf, x^;i/#;i^x;k ^"otf 

;i/#;nKx ^^coc^gT^^;!/-^;^^— ^ (xviii) ifr/w^^ ;k ( 
xix) €;-®ft7;i/^;i/*;w^>f;i/ (Mill ^^i^wi^ ;k x?-;b 
ijj]yA=e^ )vm<D^J -c^rjv^jv^^A^^ > (xx) 
^;w;wt=E>f;i/ (iiil ^*^;i^;w\*^-f ;k ^x^;i/#;w\*^-f ;i/#tf> 
$;-c 1 _ 6 y;i/*;i/#;w^>f ^ (xxi) ®i7;^;^;i/*-;i/ 

2 0 ffiSE#¥ 11-3079377 
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frxivfr-jitg) , (xxii) ii7;i/^;i/-f^-^;i//K-;i/S (ftfjfctf, 

l~t> 

. (xxiii) ^-ytijA/J^^f (xxiv) 

c 1 _ 6 7;H;i/-f^^;w\^>f;^) , (xxv) j;-ii7^^;i/-ft*^ 

[0 0 16] 
[0 0 17] 

R^J:^ R 2 -ej*$*l3 rr^^J ilLTH MAtf, ^ : - (C = 0) - 
R 3 ^ - (C=S) -R 3 -SO r R 3 , -SO-R 3 , - (C = 0) O-R 3 
- (C=S) O-R 3 - (C = 0) NR 3 R 4 ££Ji- (C=S) NR 3 R 4 

R 3 ^J:UfR 4 tt-t4x^nH-*fct±H«;oT, (i) (ii) fi& 

*£WLT^T%iV^fl;7KigS;i:fc» (iii) figl*£;£LT^T% J:V^iSi 

fr, R 3 ^:R%S^^^c^LTP^■t§^M^•i:*^cff^$:^L 

So 

Z.<D$*>fttiV<&..- (C = 0) -R 3 , -S0 2 -R 3 -SO-R 3 , - ( 
C = 0) NR 3 R 4 ^;»- (C = 0) O-R 3 (R 3 &£ZfR A teMmtmMm* 
m-t) fcfrx**- (C = o) -r 3 (R 3 »luiai:I^S«$:^-r) 

2 1 ffi§E#^ 11-3079377 
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[0 0 18] 

^fOAfnl^?: 1 SMfc^tLT^T* 5&V^9 H ($? £ b< 

Hfci 8] 

rfi&g&^UTv^Tfcivv&MjRailSj © rs^Sj i:lttt> tufa© r 

[0 0 19] 

/^Dy>^^:$tl•rv^T%J:v^c 1 _ 6 T;l/^r;l/-*;^>J<-;^S (M, r-fe^;K h 

, hfy $;/i/3t7/i/jK— ^^i/*;!/^-^ -7 u;i/*;i/>K-;i/^) , c 6 _ 14 r 

, c 7 _ 16 77;^;i/-^;^-M (ffiU 7i^7tf;v, 3-7ii^n 
if^--;i/^) % c 6 _ 10 7'J (M. ^>if>^;i/^— ;k Mi/ 



mSE#^ 1 1-3079377 
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[0 0 2 0] 

<tV ^ C l-6 T;i/dp;1/ ' ^ny>ftS*lTV^T ; bi:V^C 1 _ 6 r^/=i^rS/, S/yy, - 
[0 0 2 1] 

#*L<tt, k+m=4-C&*j, <kU#i;L<ti, (1) k=m=2££ 
(2) k = 3^m=lt'feS„ 

[0 0 2 2] 
^ y >g L IC £ ^ o T T & <fc V% 0 

[0 0 2 3] 

ft-£#> (I) LTtt, 3- [3- [1- (7x^/1/* *■;!/) - 

4 -tr^y *;-;!,] ^ntf;i/] -7- (7x-^f^) -6, 7, 8, g—r 

h^fc Kn-5H->f ya-^fu-vrn [4, 5-h] [3] ^>X7t*lf>^fett 
[0 0 2 4] 

2 3 ffiSE#^ 11-3079377 
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-mm. -7u^ym. mwm. m&wt* v^ym. vy^m. wwt* &Mmm. 
se>ic, &nmit&m (D ^ - c o o ©stti&t it ^^t^, ft-s- 

[0 0 2 5] 

Sfe. »Xg-e MV^tl&^ (ID. (Ula). OVa). (Va), (Vb), (Via) 

, (Vc), (Vd), (Vila), (Ve), (Ila), (Vf), (Vg), (Vh), (la), (II 
b), (Id), (Ie), (If), (lie), (Villa), (VHIb), (IX), (IVb), (lb 
). (Ig). (Ih). (Ud)&£tf(lc)~Z:m2ft2>fc&®£hTtZ. ttl hik&m&fo 

(i) <di&i fcbTfetffefi^SMv^iii^T'S*. se>jcisria#^* 

*»Wfl:^W (I) as^rMfc^® (I) ©fS^fcfctf*#xgT?(ZHfc£flf (M 

^ (la) , (lb) , (Ic) , (Id) , (Ie) , (If) , (Ig) fcJ:tf (Ih) T? 

2 4 £BIE#¥ 11-3079377 
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^T^l^^-^^/g^ - £#T'^£„ ^ftHteffc, tefiMffiffc 

, mte&&<tib&ft&m<D%mtr&H<?&~i 1 £ »; surra 3£#t?%* 0 

[0 0 2 6] 

I^^A7^ F. N.N-^fMMy' F, N.N-^Wth?^ F, 

-ji. t-zf* j , (7th^hy;K ^ntr^-hu 

ft-^fel ^ U^WC^LTjI^O. 5mlTJM$&l 0 OmU $J * b < tt$J 3 ml # 
3g*§3 0ml-e&£„ SlSffilKtt, fflV^^CDSSJCJ: UM*:*^ at»*&- 3 
OTC73rM*&l 8 0"lCg|iT**y. L < 0 *C^M^J 1 2 OtllT'SS. 
£/S?&glC<}; iJM^5*\ iiitiftO. 5Hf|MI!l7 2l|ra, 

[0 0 2 7] 

. mmmw,. mm. nmit. n&m. ^vh^7^- 

2 5 ffi§E#¥ 11-3079377 



10 — 295213 



s/ K^ofcWfiai^fcTy ny^>> h v^jvy^ymomffi 

atS^fflv^ti*. »S36©«fflfttt, <fc-£%tc*fLT. StfiMS^i/Mfr&ii*!! 

ilioaftt^ mutiny fti-bvv&. a^b^y s>*v*»4 

JgilTg>attg!'tCfeV^T. reggiRjSj V -f^-»9 7y (Friedel-Craf 

. i&ftffi&h M^X(IV), £ffc#(II),' £fb#(III). jElfeftr 

>5^>(V), ^b^^vx(III). SfczMRUI), H7yft*7i, 7yft* 
*#>^?<Min) h y yMu* & K ^ yT\n/ir oa(iii) 

h'j7;i/tD^^>^^*^- K /w— tfA(iv) h'j7;i/tn^^^ 

mm kb. is as * j& tt. * ti e #4**ti © * « * n ic * & s tc 

j:»;^ffcn*. &ibmz.\$. 7"nf^f^ ^>-7"x >r> 

2/ (Protective groups in Organic Synthesis; John Wiley S Sons, 
INC.) gB«0#«k W.UmKfciZiS^T&. Mz-im. iljiu £ 

2 6 ffilE#¥ 11-3079377 
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[0 0 2 8] 

i ) ( I ) tt, 3; 

[ft i 9 3 



Y ! aoz a , sz a (i;t% z a {i7K^M^, r;t/=¥;i/ 
©fH-^-iitaiai:I^S«$:^1-„ ] -e3l3*i£ffc-S-% (J£AT, (II) iiHS 

Z b T*at£*i&7S/;b*£ ifilBR 1 £<J:U t R 2 T*^i3;ft5 ry^/mj 

Y^l/Ttt, OH. SH, SCH 3 , SCI, SBr, "hDl, feitf^/U 

Y 2 i:bttt, 7KmsC3\ oh, ococh 3 , ococ 6 h 5 *##s lvv. 

[0 0 2 9] 

o ^Itltlt T^K^«f* (Mtf*;i/A7 5F, N,N-^^f;i/tWl/A7 




R 



11-3079377 
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Ttt, «itt«». mm* #v y^aftswav^n*. &*im^M2K£ 

7bm®2 o oic-e&s. £tfwra&. ^fM^icj: yji&£#. #*l<»»&i 
^ra^M^j4 8B#Rg-e&£. 

[0 0 3 0] 

j££M£>.* 

X5g (a a) :S(IIIa) D£#, W 2 ttT S ^ *0>««*£, 

^©•{fi(Z)sE#»i«i3^|slSa$:^-rc ] -e^StiS^* (JSAT. fb^«J (I I 

ia) hiB&frrsr£:%&£) tsS (iva) z 3 teflftHi«£. W^iT 

itSm (IVa) tftlSs-rSii: ©7U-f^-^77y (Frie 
del-Crafts) 

Ig(ab) 55 (Va) [5$>t», W 1 ^ J: tfW 2 »T $ ^ 
te©gE*ttt&IBfcra*lfc«:3*-r. ] («T, fl^ft (Va) i: 

X@ (ac) :S (Vb) DS*, #SB#»tirffii: nSMfc&a*"*. ] T^2*i£ 
-ffc^ft (^T, fl^tt (Vb) ii^tSZlil^S) il* 
R 1 -^ 1 (Via) 

J£*T. ft^* (VI a) ©^S^fS, 
Ig (ad) :5£ (Vc) #ffi-&ttfiffflfc raSft&jgVf. ] T*^i£*l£ 

(JKT, (Vc) fcfeftffililta&S) ®^S*W 2 ©B^«^ 

2 8 ffiSE4#¥ 11-3079377 
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(#T> it&m (vd) h5£ 

R2-Z 1 (Vila) 



(V 



Ig(af) :^{Ve) [^*, &gB-Sf teftflB t HS^fc^-To ] T*^t£*l£ 



(Ve) fcRMrrscr. 0^j^tx-;i/S©M 



1-1 

[ft2 0] 



(II) 2r^Jt-r-5 3t^T^S. 



W 2 -N' 



(CHa) 



(CHz), 
(Ufa) 



Y 1 



^-^(CHJrr-^Jvl-W 1 



(!Va) 



(aa) 



(Va) 



(ab) (CH2) 

^ W 2 -N^ 

(CH 2 )m 



(CH)ri-^jM-H 
R 



(Vb) 



(ac) 



r'-z' 

(Via) 



(Vc) R ^-^ 



N-R 



(ad) 



(ae) 



,vd) <^"-C N - Rl ^ 
R (Vna) 



(Vc) 



(at) (CHjJk^v 1 
R*-N-.„. . . JJ AT my* 



(") 



( ^ H,n- C N-R ' 



[0 0 3 1] 

Ig (a a) tC£V^, (Ilia) tit^m (IVa) 07'J 

(Friedel-Crafts)£]folC<fc *Mt-&#7 (Va) SrSgStf -5 ^ #T*^ 

So 

, a- KSO* C 1 _ 6 7;i/^;i/x;i/jh-;i/>*-^i/S(Mx.H ;* -;i,>f 

2 9 ffiSE#¥ 1 1-3079377 
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3^>, 3L$y*jvfc-}v**ci/m). c 6 _ 10 r v -)v^jv^-)v^^i/m(mxit 

^pe/*;v3K-;i/» (ixd 7ai7*s/*^3i?->i/«) . c 7 _ 15 y^;i/3f;i/;*-3f 

^v^tiSc iti&oDWRSfcl/Ttt, rvo$*> (M^.«> 7)V7tu. ^nn, 
ynt, a-KSO . c 1 _ 6 y/i>3r-/]/-:&;i/3ff-/i> (#IA.fc£, 

(ilia) hik&m (IV a) tf>HJk&, -M*7'J-fA-^7 
?y (Friedel -Crafts) ^£5. ttl V V ' V 7 ? ^ 3 > (Organic Rea 

ction), m3m. pl-82, 5-140149, #|H5¥ 6-206875, 

^-^ ^r^XMJ-Q. Med. Chem.), 37, 2292 (1 

;U;mtty;i^-^A^ca;b^;*^©#£-Rc, y^nn^^x i, 

JSMtt, ft^* (IV a) Jc*fbTiiS^Jl^*75M^i0^4, ^*KWS 
475M^5^4T'&S«, »Hf«©^MJItt, (IV a) ii=y^;wc*fb 



m$E#¥ 11-3079377 



10-295213 



[0 0 3 2] 

its® (nia) n ■etl&#^»I**v^^i■etl^c^^s^Jfc*^s^cJ:yJ?3i'r 

SrttftgS. ^r^M^yKi/a-r^^'^f^ (Ch 

em. Pharm. Bull.), 30, 180 (1982), V*r-±J\, Hr? V 
^T^^MJ - (J. Org. Chem.) , 34, 2235 (1969), P^-±JV Or? V 7t 
-ff-y>7 ^T^^h'J- (J. Org. Chem.) , 54, 5574 (1989), fb^^Fn 
y UZ-JC (Tetrahedron Lett.) , 35, 3023 (1977), zfVr^f> if 
>r$X>)l> V"9~^T4- $TZf V-Vrty (Bull. Chem. Soc. Jpn.) , 56, 2 
300 (1983), 1r~7 s\t-UV( V V v V T ^ * h V - (J. Heter 

ocyclic Chem.) , 8, 779 (1971)^lClB«<Z>#2£&-5 V^^-tWC^ Vttmzm. 

o t m&-r 2> 3 £ £ £ . 

ft-&4& (I V a) tt, *tie#:4i»&«VAli-€-tiK:fl»D*:*i6iC«I:»;«iai"r* 
3i:^x-tS 0 MAH W5-1 4 0 1 4 9, ^T* • 77Jl/7ya-f 
>f*r;i/- > (Chem. Pharm. Bull.), 34, 3747 (1986), >r^*;i/- 7 y Jl 

^i/^ — 'r^ • ^ijf-f > (Chem. Pharm. Bull.), 41, 529 (1993), EP-A-0,3 
78 , 207^ tC f3«<£> Z> V ^ fc* ^ *l IC*P £ £ IC '& o T 6 d £ # T? £ -5 

o 

[0 0 3 3] 

IS (ab) ft^ftf (Va) &fl»fiU« i Rj£KH*f U W^Hfrfe-T* 

Z. H iC <fc »J >fb^ (Vb) 5:^lt5ri:^t^5„ 

(Va) (Z>^t£#J©^0*W 2 £M^-t£;i fc3& O^WfC^f fctl* 

h^r^>*;i/^-;i/S, h y 7 n 7 1 f ;vi i: ^> 1 ^ * ;i/)K-;i/Sf 

— iS—y^ i/yiz (Protective groups in Organic Synthesis; John Wile 
y& Sons, INC.) gB*©#&, m*-\*WL. J§7G. 7 

3 1 ffifE#^ 1 1-3079377 
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M*-\i* it^m (Va) tt, ttft (09*.lttfiSk flfcfik J**b#3)Slk 

*D»ift, a * suit jfia^jRK^) t v ±mfcmitm c 

M*.k£?K^fb^- h y fA, 7K®?fb#y?2^ *IMty^tf<k) AfotftlS©*** 

asSI&flnitTfcJ:^. R|ft*fcW:S6£©ftJB*&> it^m (Va) lc*fLT. si 
Igffi 1 1 0 0 Mf*, L < te#J 1 ^*73rlg^4 0 ^MTfeSo 

t=.izi&M<D&ztLTi$. m&ffio. lMfenmmi sis, #£b<t*&ji3c 

j&4 8 B#lffl3ffJ& L < 2 B»fIg73M$J 2 4 B»|gggT?&So 

it^m (Va) A^?A-^fi, -7* n-/^r;v 

[0 0 3 4] 

X5g (a c) £35V*T, ffc^ft (Vb) Mfc£4fc (Via) Srfti^J&lCtf 

^ttcfcy, fb£# (vc) zmm-t&z. 

3 2 ffiSE^ 5 ? 11-3079377 
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, a- K) , c 1 _ 6 r;i/=^;i'x;i/^^;i/^-^r>'a (i^.H * # >;*;^/}^:l;^>^- 
6 _ 10 t u-;v^;i/^-;i/^-^ps/S (wmt^ynyxfrfc— ji***/, v-hjv 
^>x;i&-;]s**ri/m) mtfm^bftz* mz. m*-\-iwfym^- 

(vb) int-^tt (via) (om^mt. -Mm&m&fcf&ummz 

&, Mv^^<2=ii3Sici:yj|&£*\ L<li£jot;;tfM£ji 2 ot^ig-e 

fee. H/S^^tt, KJ&M^ICJ: ^^L<«^1^^M^J2 4^ 

$>m&i&zis<m^*>n2>o wn&mommAtisXiz. (vi a) izm 

(Via) \zMLTM>mm<DzlVikiki$®. m*-lZ=lVfc1-hVV2±. HVittl 

y &£v^3:4 -s^^i/T^ ^ try ^^^©^^Ttc^jcs^iSii^-iiT^ 
it&m (via) sfcfcte^oi&te, ^*i£i#^&sv>te^;Mcmc£#&ic 

[0 0 3 5] 

Xig (ad) icfcv^ it&m (Vc) &Bfc««£j£tCf* U W 2 l:|^itS 
3illC«}:»J, it^m (Vd) &§S:fi-**£i:#T?£5. 

#^*w 2 ©flJi^M^tt, IfffBX^ (ab) -ca&^fc r^Ilw^MiS 

[0 0 3 6] 

li (ae) lCfcV>T, (Vd) £ (Vila) fC #1" £ 

JC«fc»J. ffc£<» (Ve) 

fl:Hr^ (Vd) Hfc&VB (Vila) MSB© rffc^ifo (Vb 

) (VI a) <DM&fcfal tmmiZfiz>z:ttfT*£2> e 

3 3 miE#^ 11-3079377 
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[0 0 3 7] 

Ig (af) ICfcVxT, it&m (Ve) £^&g*llfc£J&£i*£^£:£<fc l J 
. *^d?-^S«:SE*bT. fls^tt (I I) fcS3r**^i:#"C£*. 

*KJStt, WiLtf, TFA^b *-3tf-y^ ^T^HV- (Advanced 0 
rganic Chemistry), 5th ed. Wi ley-Interscience: New York, 1992, pp. 896-9 
07> 7T>^i/3t;i/ ?JV-Zf zfUAU-Z/=i>X (Organi 

c Functional Group Preparations), vol. Ill, Academic (1983), D>yF 4r 
^^l^ij- #y ^3>A^> (Rodd' s Chemi story of Carbon 

Compounds), vol.1, part C, Elsevier Publishing co. (1965) ^iZt&M&Z 

[0 0 3 8] 

(Ve) £t: Kndr2/;i/T^ >©^t#&^feft^fe^^ 
fls-£4fc (ID tc£**iS5*i 



[5£*, Y 2a teOZ ba (lit', Z ba teT$/;i/»£^-to ) &a*U ^<Z>ft&tf>fE 

tt% ^wmisfrfotmmzfto z.ttf"zi*z>* M,wmz\t. m*-\*t&B<D r 

ffc^ft (Vb) £.it&® (VI a) ©li^JC5j fcSUflftKfr^ h#T*£6o 
[0 0 3 9] 

frrSBtfMbi^ (Ve) tt, aT^S^i-zic^oT^-t^ri:^ 

-Tfcfct^ X5g (ag) Mb^ (Va) tf)#S«W 2 (Z>B8^M^ 



[flS2 1] 




R 



3 4 



ffiffiff ¥ 11-3079377 
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ii (ah) =^(vf) [5», &mmtmmtmMm*m? 0 i Testis 

{t&Qa (J£*T, it&m (Vf) tWSittfeS) T'^$^l^^#>h-ffc^ 
KVIIa) 

IS (ai) :5£ (Vg) [^*, #3B#fcJ:t&fflfc Mil ] T^^tiS 

it&m (j^t> -fi:^ (v g ) tuMsitt^e) -?:3k-zftz>tt>&m<Dun 

Jim (a j) :5£ (Vh) [^tf, ^S^KttWBfcraSlfc&^f. ] T*mt*thZ 
iti$m (£*T, ffc-^ft (Vh) T^£*iSft^£fl;-& 
% (Via) ©»-^SiSS:Jli«:ff^ii:JCj:i;, -ffc^* (Ve) 

X@ (a g) »B-ffB©X^ (ad) Xg (a h) teifffEtf)X5g (a e) £ 
. II (a i) &tuf3©X@ (a b) Xf (a j) liffffBODX® ( a c ) £ 

fcj&7%l - 2 

[ft2 2] 



(Va) 



(3h) (Ob), ^ vl (ai) 



R2-Z' 



(Vila) (Vg) R W (vh) ^ 
(ai) 

Rl-Z 1 ^CHsJ^ 5 ^ 

(Via) (Ve) R W 



[0 0 4 0] 

2) *#g^b-^% (I) ;*»imfc^»K:-£*ft*:* 



3 5 ffifSE#¥ 11-3079377 
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lit 2 3] 

(CH 2 )S 




(9H)n-Y^I 
R N — ' 



N-H 



a) sfcfcte^&i:, ffr&ft (Via) ZM&fcfclZtt 

ffc-&* (la) iifls-^* (Via) ItfgB 1 ) T'&^tc 

r-ffc-^* (Vb) tit^m (via) gdMi^JSj fcBfifcMJ^i 

[0 04 1] 

mPHk£®> da) & J^T©S^^2- i ic<fc y«f56-rsi i: 



li (ba) (Va) OD^I/jtf-^^tf^^HfS^ J; y „ 5£ (I lb) 

lb) £«?&"f 5 &3S3£U &^T-. 

Ii(bb) : ft-£4& (I I b) ©EHSSJSICJ:*;. 5t ( I d) [■**, *IB# 
litJfBB i: HaR* Sr^-r. ] T?*S*i<Mt-&* (JSIT* ft'&ft (Id) fcttft-TS 

i@(bc) : fc&m (i d) <D&m&w 2 <DmumKi&^£ v. ( i e) [ 

XM (bd) : (I e) Hit^m (Vila) ©*fr&KJSlC J: »J * 5$ (I 

(If) £l8&|&1-£ ::£:*>&£) Sr«3ibfc«. 
Ig (be) : -ffc#« (If) ©^laW^iMSffr^ffe) tK ft 

^(Ia) &SIt53W^t5. 

X=g (b a) l«IE(3DX^ (a f ) (b b) tttifSB©^® (ID 

<Z>B9t5J£fc. IS (be) liffiSB^Xg (ad) X3S (bd) liluSB©X 



3 6 



ffisiE#¥ 11-3079377 
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l(ae) X@ (be) ttf&fflfiDXfl (a b) ^*l€*H^*iiMT Z) 3 i: 

)R^^;2- 1 
[ft 2 4 ] 



(v,, y^O* (1Ib) <^Ow 

(Id) " (fc) R ^ 



r2_z ' (c^^T-^ (9H) /-.^ (CH,). 

(Vila) (10 R 0 a) 



[0 0 4 2] 

BufB©ft-£#j (If) te, J!^T©M^2-2C^oT^-r€>zii: : fe> 

(bf ) :ft-£% (Vg) (DtlJltf-JlsmO^MfcfoiZl:*)^ ^ (I I c) 
li&rp. #SB^ttl&gafcHSil«:m"r. 3 "«£*i£ft-£% (JWT, (I 
I c) £V&ffi+&Z. £§gjtb£&, 

Jim (b g) : fc&m (lie) OfflMRfeZft o Z. £tC«k »J, >fb^% (If) 
X3S (b f ) tefufE©X^ (a f ) li (b g) »|ulH©ft^ (II) 

Km^z- 2 



3 7 



f&SE4#¥ 11-3079377 



ifesp. 10 — 295213 




[0 0 4 3] 

mmcoit^m (id) #T©£^2-3tc^oT$^-r£3£% 

Tg fbh) : -fh^&f ( Ilia) £ T-fe^;HbffJ£g>7 U -f^-^97y ( 
Friedel-Crafts)^J^lC«fc *J, S(VIIIa) [5$^ #ffi-&tt1iffai:EI*il 
fcaVT. ] "e^Stl*^ 1 * C#T. (Villa) ilBglitSrhtfe 

X5g (b i) : it^ty} (Villa) CD^j;i/^— ;i/£©3Et&Rj£K: J: »J , 5£ (V 
I I I b) D£#, &fB#&fuiBhltt«£:^-r.. ] Tf^StiSfl:^* (£*T> 
ft^ft (VI I lb) tB&ffc-tSZl £%>&£) £«olC, 
X5fg (b j) : 4t&® (V I I I b ) ©BBatKJS&tfvv S (IX) D£#> # 

K*tt«mfcH*l* 3 Tf^ansfl;^* (jkt, ft^tt <ix> 

X5g (bk) Mb^i (IX) £5K (IVb) [5$«tU #ffi-&ttlffffii: l^ti^ 
^•Tc 3 (#T, (IVb) fcWtfrr*z:fcfc&<&) £ 

J: ».K <bl» (Id) MtSit^lS. 

J5^2- 3 



ffifiE3f ¥ 11-3079377 
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lit 2 6 ] 

(Ma) (VUIa) ^ (VUlb) ^ 

(b|) _ JCHa)^^. x (bk) (PHs)*^- 



(Cl-b)^^^, (C 

(IVb) 



(IX) 2 1 -(<pH).r^^ (Id) R ^ 

R 



[0 04 4] 

X3§ ( b h) iifJgBOIg ( a a ) X@ ( b i ) «MfH©X@ (af) i: 

» is (b j) &BtfgB©ttiir% (id ©w^M/Si:. ^ft^enmffiizftv z.t 

x@ (bh) tcfc^T, 7tf;HfcIi: Mx.(iM7tf>»i/, Jlflsy 

x@ (bk) tcfcv>T, it&to (ix) iHfc£#i (IVb) ©^MfStt, -e 

^^^hU- (J. Med. Chem.) , 37, 2721 (1994) , Vv—Tfr #7 * 
TJis-Tft $-*;*hy- (j, M ed. Chem.) , 38, 2802 (1995)^lC§B^tf>;£& 

m (ix) tmmte^L&M&it^m (ivb) »ftft&v^i&£j<z)&£# 

^-20t:^M^120rT^5^ra^^24^r5M^$-&-6r bV^ 

o 

*SJS0MtUTtt, #9^.«Kft7K}R**« bJV^y 

#) > 3^-9-)l?kmm (Mxtix^-;i/x--^;K Kn75>, ^^1?- 

3 9 11-3079377 



o — 2 9 5 2 1 3 



75 K, th'J^A7 5K, Uf ^A^V^nW? K, l> ^ ^ A^S/ * D 

1 X) tC^LT*SlS*73rM*&3^**«»* Lv> 0 

fb-£$! (IVb) l£^;ftg#^&£V^i^;rUC*gC£:£8u 
;i/ tf^ ^T^^hU - (J. Med. Chem.) , 37, 2721 (1994) 

. V^—f- )\/ ytZf »>^hV- (J. Med. Chem.) , 38 , 280 

2 (1995) W—i-Jb yf? is -f-fr trSXbV— (J- Med. Chem.) , 
40, 1779 (1997) , ^CgB« VUi^^Cii ££#&lCfi£o T$£^-t £ 

(IVb) ©BftltSZ^bTii, /M3>!f>M^- (M*-fc£. :7n 
A, a-KSSO ^#ic^^bv% 0 
[0 0 4 5] 

fc&m (Villa) hllt&m (IVb) ©ttf^SJSlCfcy, BufSl) 

•eifi^fefl:^ (va) ^i^jt^-sr t^t-ts. tfrffixs (b 

[0 0 4 6] 

3) #3&iBfls£i» (i) 

[ft 2 7 ] 



b) fc^lM**:^ ££te^£>i££, ffc-^ft (Vila) S^^/Sic 




R 



4 0 



ffif£#¥ 11-3079377 
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tf-?z.tiz& vm^-rsz. 

ft-^tt (I b) iHt&m (Vila) SriKl^jR^tt, ItffB 1 ) T?M^ 

rft-£$J (Vb) £ft-£$&i (Via) ©SKteSJSj £I^BIMfe> 3 

o 

[0 0 4 7] 

mmit^m a b) aT©s^3-iic<ku^it-r-5>3^ 

(ca) :ft-£4fc> (Id) CDftaSW^ffit^aiHiCKl^y. S (Ig) [ 

iS;*, #iH#«BfrfHti^sas:^-t 0 ] -emztiZitG®} (J^T. ft£*& (I g 

X5g (cb) : ft-£4fc (I g) fcft^ft (Via) <Dm&RfciC&V % ^ (Ih 

) c^tf. &m^izmm£.mMmzj&?o i T?*sn«ft-&* (j^t. fti» ( 

X5g (cc) (Ih) ©ISaiSW^IKiRaS^&ff^iilKlJcy, ft 



(Ib) fcSBtf £r £#T#£>, 



IS (c a) lZmU<DJLm (a b) It (c b) &fffSa<Z>Xg ( a c ) L 

, II (cc) liBuia©XS (ad) fc, **l^nM&KfT^CI£#T£S. 
gjS5£3-l 
[ft 2 8] 

ad) R W (ig) R W 

<*> fee) 



(Ih) R (lb) R 



[0 04 8] 

itrSB©ft-£* dh) j^T©^^3-2ic^oTS^it-rert=b 

4 1 ^§E#5j2 11-3079377 
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I® (cd) : ft-^tt (Vc) CD^;i/3fN^.;i/»©^Mf5lCj: y, 5£ (I Id) 

Id) &»itLfc«U 

X5g (c e) : ft-g-fc (I Id) (DfflMKf&Zft? d ti ICJ: y , ft-£^ (I h) 
Xig ( c d ) tttiHB©Xjg ( a f ) Xg ( c e ) tetfifB<Z>ftllr% ( I I ) 

jgjsa; 3-2 

[ft 2 9 ] 

(CH^^^Y 1 (Cd) (CH 2 ) k ^_. Y 1 

W^NC JJaT o ^ W 2 -N. I AjT NY 2 



(Vc) * R (nd ) R 



(CC) , jPH^V^X 



(CH?) ™^^(9H,n-<^^R' 
(lh) R 

[0 04 9] 

4) *mm<t^m (i) -eR^R^^fttt, *»gift-&<ftK:**ti*^ 

[ft3 0] 

H-N^ JTaT^N 

R x — / 

[^tf>, #IB#ttf&fBi:ra:Kii3:aVr. ] 7**3*1* ft^ft (J^T, ft-&* (I 
c) hH&S-TSr £&&£) ££&*(Z)&£> ft-^ft (Via) SriSilirMJ&lCtf 

t^fctcj: y3S3t*rsii:3^"ei*s. 

ft£% (I c) tft&m (Via) Srtt^SJStt, iiu§Bl) 
Tft#% (Vb) tit&m (Via) CDtt^JEj fcHtiJCff^ dfctfTg*. 
(Via) ttft-^ife (I c) iZftLXffiZ^mm^ZZHtf&t. UVn 0 

4 2 ffiSE^F 5 ? 11-3079377 
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[0 0 5 0] 

mm{t&& (i c) $t=.iz?<Di&\z, it&m u e) <Dmmw l <oELQmEL 
is, (i g) ©«siw 2 oiMsis, **w«-fb^i» (id) <D&m 

S (ab) if^fe r&^w^M^^&j i:^i^e.rfc^tts. 

[0 0 5 1] 

(I) *fctt-ecDfi©4M£#tt (LD 5() ) 

1 0 Ong/k*J£iUtTS>&. 

^oT_htH©^% (i) A*^tsv&m>mm<Dmm&&tfm 

m < « v^ fiflEii t lifers • ii&SCjW ttt 

(2) IH3»K:StJ<j£&4: IT, 0) ftgJRft (#Kl, -f >x V 
JR3») , (ii) WliJfilS, (iii) l&JHR«ft& (iv) ^lfilJE^i:\ (3) mmtiS 
f btfei^li: LT, (i) W*lfg#IS, (ii) »>f >;*U >Jfiu£, (iii) (g 
HDL3l/^fD-Mg, (iv) ISIAS, (v) (vi) afr&S, (vii) 

(viii) ^mmmn. ox) ,ojbe*, (x) (xi) (xi 
i) pickwickggg, (xiii) mm&m&m.mm&* (xiv) b^at. (xv) 
sm5^> (xvi) (xvii) ^m^mm^ (xviii) wtt-r^u^ (xix) n? 
mmtgpm, (xx) nmmn. (xxi) (xxii) mmm*. (xxiii) jtfjss 

4 3 fflSE#¥- 11-3079377 
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[0 0 5 2] 

x. mmmmcmmzn&m<kzm&L&mmMf&y9. mx^m y 
jjv&zi-tj yrmttt) > mm. mum. jjy-t?vm. (V7h*^ 

»*fc»#M£P» («U HUB* lz&±lz.nJB.?z>z.£tfX*% 

(I) *fc«*©«[©*»WI?SI»f»©^S», o. l 

B^fcy-[m&^ft^L2#M4ta<a##Jg:#lCT. — B fCo£;£$rJ&# 
® (I ) <Z)*[) tbt^O.O 1 mg#M*&l 0, OOOmg, b 

<»IS0.1mgMISl2, OOOmg, <k y h < IZffi 0 . 5 m g TS^ffi 1 , 
OOOmg, JgiC&^l^te, i2 5mgM»5 0 0mgt'feS o 
[0 0 5 3] 

KfcttSIKTgSU ?&«RSK £9859 ; fc#«aHc 33 & 

T, SiBMb3!U JBFfeSU tf-#*!U MM&£<Z)»1#£Mvn£ 

4 4 1 1-3079377 
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aKy tr=./i/fcrny K>, ^y^y. s/a«i, *^;i/-fe;bn-x, 

n i/ -7 □ -fe jv u - x & ¥ ifi m v * e> ti S . 
^MtS&Sfft bill MjUZtfV x^- 1/>^*U tf u>£~y 

hW2±^ jit $ ; zfu^Ttym. i/i/f-y* i&tt^y+fjvn—v^ m. 

M^ffls&I £ b T fcL M x. « ^ > 2? ;b T ^ n - ;i/ & # M v ^ ti 5 „ 

4 5 &IiE#^ 11-3079377 
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[0 0 54] 

*mwi$. z^iz&t vmrnM mmm^^^mmm) iz^^rm. 



s 


: i/y^fVv F (singlet) 


d 


: F (doublet) 


t 


: hVzflsy h (triplet) 


q 


: ^TJV^ry h (quartet) 


dd 


: $zf)\j h (double doublet) 


dt 


: tfzffo bVzflsy h (double triplet) 


m 


: ^fyfrfX/V h (mutiplet) 


br ; 


: -fV. — F (broad) 


J : 


: iJ V ~7 U > If/iLWL (coupling constant) 


Hz : 


: s\Jl>y (Hertz) 


CDClg : 




DMSO : 





h NMR: -fU h>mm$L&m (»#7U-#fcUTCXl 3 *T?aij£U&. ) 
[0 0 5 5] 

7—* h*ri/—3— (F V 7;i/tn7tf;i/) -2, 3, 4, 5 -fh^t Fn 
— 1 H-3 — KyX7M\Zy 



tBliE#¥ 11-3079377 
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[ft 3 1 ] 




1) 8-*h3p$/-2, 3-i/hL Fn-1 H-3-^>XTif 2— 
(9. 0 g, 4 7. 5 mmo 1 ) CDi^ ^ (2 0 0ml) 5%P d 

/C?:«Ii:UT, M-T««*j!iaSinSlS«:fTV^, 8-*h=3fS/-2, 3, 4 
, 5-f b7t KD-1 H-3 -KyXTH¥y—2 —7ty (8. 3g) m 
p 1 6 2-1 6 3TC©iM^iltWc„ 

1 H NMR (CDC 1 3 ) 5 3.06(2H, t, J=6.2Hz), 3.49-3.60 (2B, m) , 3.78( 
3H, s), 3.81 (2H, s), 6.0(1H, br, NH) , 6.69(1H, d, J=2.6 Hz), 6.76(1H, dd 
, J=2.6, 8.4Hz), 7.04(1H, d, J=8.4Hz). 

2) 1) T#£ 8-* b*Zs-2, 3, 4, 5 — r b ^ t: KD - 1 H- 3 — /« 
>X7t*^>-2-^"> (3. 5g, 18. 5mmol) ©fh^t KD77> 
mWL (3 0 0ml) iC, 2K*ftU ^?«k7/l/^— OA (1. 4 g, 36. 8 mm 
ol) Sr^fiT^i-foiUiLfc. «£&&4l$ra;ta»3g«&bfc«U fltffrU 

(2. 8m 1) , 1 0%7kWtfti- hV V2±7kmm (2. 2 4ml) 

5:lTbt. Mt*14^im £&bfcifcJRfc3iSbTBfc56U 
jETfC^*bT> 7-* h*is~2, 3, 4, 5-fb7tKn-lH-3-/< 

yXTWy (3. og) ©ffl£ifcfc&ttflifcffl:tK»i:bT»fc. 

3) 2) 3, 4, 5-fh7t KO-lH-3-/< 
>X7«> (2. 5g, 14. lmmol) ©fh7llFn77>M (1 0 
ml) JC, h'j7MDM^ (3. 3g, 15. 7 mm o 1 ) feiTL-fe 

0 7o-7 5icti^»ibfet, $gjK&«jETice*bfc. 

U **«7^S/-?A™ifc 0 *«&«JEETJce*bT»e>nfe'«aES: 

j/y^^7A^Dv^77>f- (jgiH&ft - ^v-y-mm^jv= 5 : 

l) -efMBbT, *Sft-&* (2. 2g) SM«i:l/Tfffe. 

*H NMR (CDC 1 3) 5 2 . 87-2 . 99 (4H , m) , 3.62-3.84(7H, m) , 6.66-6.76 

4 7 11-3079377 
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(2fl, m), 7.02-7.13(lH, m) . 
[0 0 5 6] 

##M2 

4- (i —rw/i—* — tr^y -l - [7-t Kn^s/— 3— (hU 

7;i/^nTiZ^^) -2, 3, 4, 5-fh7tKn-lH-3-/<>X7t*tf 

y-8 — f;i/] 

Ut3 2] 




4— 4-^'J57- mm (O. 3 7 5 g, 1. 7 6mm 

o i) £zfc#T, jfrffc^- (2. 6mi) iztox.t=.c i ofrfaaEfftk Zfc# 

Ttc^bfeo #e>H»i:#^Ji) -e#fe7-^ h^r$/-3- (hU7;i/ 

tn7tf;b) -2, 3, 4, 5-5=- h^H FD- 1 H-3-^>XTiftf> ( 
0. 4g, 1. 46mmol) CD 1 , 2— V V UU3i#l/ (10ml) ?§?&IC. 
fi-ffcT^^— 9A»5ft (0. 68g, 5. lmmo 1) $:iSt">if ^illifc 

) T'lHit, mmit^m (o. 5g) £tt^fc$mi&i£bT#£o r©^^ 

X H NMR (CDC 1 3) 5 1.00-1. 87 (9H, m) , 2.09(3H, s) , 2.45-2.64(lH, 
m), 2.89-3. 12(7H, m) , 3.62-3.93(5H, m) , 4.53-4.68(lH, m) , 6.80 and 6.82( 
1H, each s) , 7.49 and 7.52(1H, each s). 
[0 0 5 7] 

3- [3- (1 -r-fe^-;i/-4 -if^V V—fr) -7U¥)V] -7- (h'j7;Vt 
□ T-fe^;i/) -6, 7, 8, 9-fh7tKD-5H — (V**rWU [4, 5 

4 8 ffiSE#¥ 11-3079377 
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— h] [3] s<y 




N^ac 



1) #%#I2) T#£4- (1 -T"fe^/I/- 4— kT^y *;-/!/) -1- [7- 
tFO^ri/-3- (>'j7;i/^n7tf^) -2, 3, 4, 5— ^h^t:Ka — 

1 H- 3-/<>>C7if kT>— 8--01/] -1— ^ ^ 7 > (0. 3 5 g, 0. 77 
mmo 1) , \L Kn^PS/r^>fiK*fil (0. 1 6 g, 2. 3mmo 1) 

hU!>A(0. 19g, 2. 31mmol) ©M?:, *-X^;-;H^i 

% (2/8ml) 8 OTC-e4B3fraiD!RLfc. fg«E&«EETJce£ l/T#e>*l 

T, m p 183-18 9 X3©H# (*& 0 . 3 6 g) £#fc 0 

2) 1) T'#£@{fc G&O. 3 6 g) . MTkWm (8 Omg, 0. 7 8 mmo 
1) ^ilth'J^A (70mg, 0. 8 5 mmo 1 ) -r h5> t 
Fn7 9>*?fcH» (10ml), Sfitl 6«FRf«ffbfe. *jRfe*HTlC«3c 

T*3fit§gLT, tfitttt GftO. 3 g) 

3) 2) T*#fc$jMK<& (*&0. 3g) £2, 6-/1/^ 1 2 0 *C 

/i/) -e«»bT, muftis (8 5mg) zmw®}£i.rmt-* 

1 H NMR (CDC 1 3 ) 8 0.96-1.23(2H, m) , 1.30-1. 99(7H, m) , 2.08(3H, 
s), 2.43-2.60UH, m) , 2.88-3.17(7H, m) , 3.65-3.93(5H, m) , 4.51-4.66(1H, 

4 9 ffilE#¥ 11-3079377 
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m), 7.34-7.46(2H, m) . 
[0 0 5 8] 

3- [3- [l- (-7 3L— )\/*?- )v) — V— ^ntf;i/] -7- ( 

7i-Wf;i/) -6, 7, 8, 9-f h7fcKD-5H->fV^driJ-^D [4 
, 5-h] [3] sOXTHtfy 2^& 
Ut 3 4 ] 

•2HCI 

1) HiMD T-#fe3- [3- (i -y-fe^;v-4 -tf^D zfu\± 

-7- (hU^;i/5fDT-fe^;i/) -6, 7, 8, 9-fh7tFD-5H- 
>fVt^^n [4, 5-h] [3] ^>XTifb?> (7 Omg, 0. 15 5m 
mo 1) <D*& J-)\s%&WL (10ml) IC, ftK* U ?A (5 Omg) 
(2ml) SriDAfe- 2 BfrlS&#Lfetfc, *«&«ETtce*L 

T, 3 - [3- ( 1 -T±^)l-4:-hf^V ^Dtf;i/] -6, 7, 8, 

9-rh5tKn-5H->fym s -/a [4, 5-h] [3] ^>X7i?tT> 
(5 2mg) &mWto£hT&fc. 
1 H NMR (CDC 1 3 ) 5 0.97-1.98(9H, m) , 2.07(3H, s) , 2.42-2.60(2H, 
m), 2.83-3. 13(11H, m) , 3.72-3. 83(1H, m) , 4.51-4.65 (1H , m) , 7.30(1H, s) , 
7.33(lH,s). 

2) 1) T*mt 3 - [3- (1 -7-fe^;i/-4-fcf/<y ^-;i/) - 
6, 7, 8, Kn-5H->fVmi/n [4, 5-h] [3]^ 
yXY-gVy (52mg) (4 ml) ©38^€:5l$raJn|»3S-SEUfe. 

5 0 ffifiE#¥ 11-3079377 
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fee *§^£$&ETicM£LT, 3- [3- -6 

, 7, 8, Fn-5H->f \>**WU [4, 5-h] [3] 

XTiftf> (4 0mg) ZmfttytVTmt-e 3<Z)^«^T- 
mp 1 8 6 - 1 9 0t©@^*:ofc„ 

: H NMR (CDCI3) 8 0.97-1.53(7H, m) , 1.62-1. 96(4H, m) , 2.12-2.42 
(2H, br), 2. 48-2.67 (2H, m) , 2.82-3. 15 (10H, m) , 7.29(1H, s) , 7.33(lH,s). 
3) 2) -e#£3- [3- (4— feT^U ?Ul£JU] -6, 7, 8, 9 

-f N5tFn-5H->fyt*fyn [4, 5-h] [3] s<yxm\±z/ ( 

4 Omg, 0. 12 7mmo 1 ) tfii^fiV «)A (40mg, 0. 289 mm 
ol ) <D^$ S -JlMmWi (5ml) IC. 3ifc#T. JUt'OS/Vl/ (4 3mg, 
0. 2 5 mm o 1 ) <D X* 7 ( 1 m 1 ) *Mx.fco gift T? 4 

u^rh^'^y^- mmmm: inf^) mit, *jBft^«©7'j- 

(4 5mg) &Mti:lTf^. 
2 H NMR (CDC 1 3) 8 1 .09-1 .43(5H, m) , 1.55-2. 02(6H, m) , 2.57-2.72 
(4H, m), 2.81-2.95(4H, m) , 2.98-3. 10(4H, m) , 3.49(2H, s) , 3.63(2H, s), 7 
. 18-7.41 (12H, m). 

»e>tlfc*««J (4 Omg) ©iiifjl/-^^;-;bM5:, 2 3I04N 

^ (w^x^;i/^) T^OfSbx, x# j -^-^—f-^^mmit^m (3 

Omg) mp 222-225X: (dec. ) ©flfrfetfr^fc Itffc, 

TCSt^tffffi CggHggNgO • 2HC1 • O^HgOil IT 

ft^ffi : C, 68.86; H, 7.35; N, 7.30. 
HJ^ffi : C, 68.88; H, 7.04; N, 7.08. 
[0 0 5 9] 

mmmi ^^^m^m^mmm ot3-li) ^m\<^t^mmmm^v<D c am 

±U4t-0rft (I) oymmmm^O c AMPai£±#^ffi£v?;*fi*faB!flfi 

5 1 miiE#^ 11-3079377 



3ft 5J2. 10 — 295213 



mmm (st3-l.d &;sv>T«utfbfc. 3T3-l lmmzQ e 

r>x-)\s^4W%4 Z-zfi/- Hcftgb (10, oooi|g/')i;i/) , ny 

ia«#UfcfttC, ±SBffc^« (I) (10 _6 M,l(T 7 M,10~ 8 M,fc«J:tf 10~ 9 M) fcSsfltl 
b, 3 O^Mlfc (1 0 0 yet l/?x;i/) . «B^Sr4*C©U >^ 

a«*-^3ia^«, o. lNaBft&iD^., 9 5Tcctio^ra*»tfe.. 

x;i/#»£ 2 5 At 1 £SUfcU t>fi"J *^i-xAlf-i>f'fA^A;79 
ir>f-^y> (^-f^>«#;i/#>A^-*±$g, USA) ^I©7yt>f«i 
lic?§^b> ^£©e>*>©5 0/t 1 bTJilE^y hfcffiv^ 

£*bfc 0 ffi^t^I g GV^^filftiffift 9 6 ^i^/T-f ^ D * >f 

Mc, JhSHtf> J U->:7> (5 0 ti 1) , _LK3f y YtfMW'i 
rc-xAbT- » M/— 9— (5 0gl) 33«fcPU:ga*y NttM©^ ? U v 2 
-xAfcT- • tf-F^&tt ( 5 0 ^ 1 ) &»JPU ^fiJCT 1 8 WSbfc. 
9jt;i/&!ft3lbfctJU ?5fe^*-e4ia?5fe^ (4 0 0 /tl/^) bfc„ # 
^x;i/*C3r*y h#M©38&f*i£& 2 0 0 l&j&HU ^MT*iSMb^**b 6 0# 

J;tJcAMPi^iLfe. 

^ib^$:10" 6 M,10" 7 M,10" 8 M,^J:t>* 10" 9 MgS#n b fe £ £ <ZX #»KJCfeW 
Scamp* 5:^1 ic^-To K-j@tt4ia©|IK©¥*IHa^«>*. n>hn-;v 

ANOVAtt'lfofc. 



(*p<0.05 vs control) 

mi) 

mmmm\Hc AMPH (pmo 1/ml) 



(H«<l#^) 






10" 6 M 


10 7 M 


10 8 M 


10" 9 M 




2 


410. 6* 


49. 0* 


16.3* 


11. 0* 


2. 4 



guy, *»W'ffc'& i » (i) ^^^(D^tmtitcm^ms^m c Aupmm 

5 2 ffi§E#¥ 11-3079377 



10 — 295213, 

[0 0 6 0] 

mmmi 

(1) 3 — [3— [1— (7ilWf;b) —4-if^V^—)Vl zfU^JV] — 
7- (7ol-)1*?;V) -6, 7, 8, 9-^ h 9 tl KD-5 H-4 V**tW 

u [4, 5-h] [3] Kyxruey 2&mm. (mMM2<z>it&m 



1 g 

( 2 ) ?L5Bi 1 9 7 g 

(3) h^=ED3i/ig|& 5 0g 

(4) ^f7'J>i7^i/i>A 2g 



1 gOJtia (1) , 19 7 g<D±m (2) J:t5 2 0 gchf^nni/i^ 
^#JU 1 5 g(Z> h^nnS/Mt&i: 2 5ml (Dik-fr^ft-otcK-X h££%\Z 

mmtv. ztuzi 5 s <d hy=Eunz/mmn 2 go_tiH (4) s^*, 

£Bt3®^fl«|T*£E*§bT, ^Jl^fcUiiiB (1) £0.5mg^;g-r£Ti; ! g 
3mmO^2 0 0 0raitfc„ 

[0 0 6 1 3 
^JM2 

(1) 3— [3- [1- (y^—jv^^-;v) -4 -f/^u ^*ntf;i/] - 

7- -6, 7, 8, 9-rh7tKn^5H->fym!/ 

o [4, 5-h] [3] Kyxru^y 2m.m& (mmm 2 wit^m 

2 g 

( 2 ) ?L*£ 1 9 7 g 

(3) h»)^nn« 50g 

(4) Xf7'J >SEV****/?A 2g 

2 g©_hfB (1) , 19 7 g(D±m (2) £<fctf 2 0 gOh^^Dni/IiS: 
i^ftlU 1 5 gObV^UUi/mffit. 25ml ©7K*^f^ofe^-^. N £ H%IZ 
mfttftL. ZtUZ 1 5 g(D V V^Un H 2 g(7)_hlH (4) SriHit, 
$:E^^J«il?ffi^LT, ^Ml^^fey±fB (1) £1. 0 m g 1" § fig 
3 mm©^i2 0 0 Offi&JgJSOfc. 



5 3 



ffifE#^ 11-3079377 
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[0 0 6 2] 

(i) 3- [3- [l— (7i-wfii/) *;—;!/] ymf;i/] - 

7- (7i-;Mf^ -6, 7, 8, 9-f h7tKD-5H— fVt^t^ 
n [4, 5-h] [3] KyXTHtfy 2%|fc£ (HJfeM 2 <Z>ffc-&«0 



2 5 g 

( 2 ) 9L«g 8 0 g 

(3) ht;^n.3*/|Rt& 4 2g 

(4) #)\sVm^ 3g 

(5) XfT'J^^i/C^ 0. 5g 



2 5 g©±!3 ( 1 K 8 0 gtf>±SB (2) £J:tf21gtf>h a 

aftru l o'g<Z)h» a EP3S/|8»fc9mig>^c^g>f^ofe^-^M:i:%tcB 

JEffcU r*uc l l g© htf^nnS/lM&fc 3 g<D±m (4) £ <fctfo. 5g© 
JhsE (5) &ioa., «^*&ffitt«#J»-effl»bT, «3!!l*!*ifcy_tgB (1) 
5:2 5mg^tSig3mm©iIl 0 0 0«&SS3fibfc. 
[0 0 6 3] 

(i) 3- [3- [l— (7x-^f^) -4 -tf^u >^ntr;i/] - 

7- (7i3^f ^) -6, 7, 8, 9-ff5t: Fn— 5 W — A 
n C4, 5-h] [3] K^XTtty 2i&$E*& (&t£tt 2 Gtf 

10. 0 mg 

( 2 ) ¥L*g 6 0. 0 mg 

(3) hC/^Dni/lS 3 5. Omg 

(4) 3. Omg 

(5) ^f7'J>i7^i"7A 2. Omg 

10. Omgtf)_tfE (1) . 6 OmgO±IH (2) fe«tt>*3 5 m g (D±fB (3 
) ©36-&<ft-S: 1 0%^f->*iS?RO. 03ml (if^^>i:LT3. Omg) 

f$i&Lfc 0 *#£>*ifc«1ft&2. Omg0±iH (5) fcS£-&U BE^Lfec #<b*i 

5 4 tfiffiE^^ 11-3079377 



#5jz 10-295213 



[0 0 64] 

mzm&m&m (i) mffiftMmmttm. mm^m^m. 



£B5E4#^ 11-3079377 



10 — 295213 



mm] mm. &±mzmtifemm&£zfmmizm-3<mB(D^m • t&mM* 



[5$*, Ami$mmm*mhT^T% <fcv^>if>^ k, m &o-5, i<k 




i 



1 1-3079377 
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000002934 
100073955 

A^A^rp^;[|E+^*BfT2Ta 1 7#8 5# 
100110456 

^if^if^H2+H*Br-T@ 1 7#8 5-if 

aeaaiaxsi«c^tt ^:^x*ft 

Will 8 



ffifEff ¥ 1 1-3079377 



10-295213 

w 

m m a m m m m 

fi£(!## (0 00002 9 34) 

1 . ^M*tft B 1 9 9 2^ U22H 



i 
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